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ABSTRACT : PURPOSE: To obtain a new naphthalene derivative having excellent antitumor activity. 

CONSTITUTION: A compound of formula I (R^ Is H or alkyi; R^ is 
H; r3 to R^ are H, OH or alkoxy; R^ is H, 

straight-chain- or branched-chain-containing lower alkyI or hydroxyalkyl; R^ is 
hydroxyalkyi, alkoxycarbonyl or CN; R"^ and R^ are bonded to 
form O-CH2-O; (m) is 0 or 1) such as 2-amino{cyano) 

methyl-6[(1,2,3,4-tetrahydro-6,7-dimethoxy-1~methy!isoquinolin-2-yl) methyOnaphthalene. 
The compound of formula I wherein R^ is CN is obtained by dissolving 
concentrated ammonia water, potassium cyanide and ammonium chloride in a polar 
solvent such as water and reacting the solution with a compound of formula 11 in a THF 
solution. The compound of formula 11 is obtained by reacting a compound of formula III 
with a compound of formula IV in an acetic acid-THF mixed solvent in the presence of 
sodium boron cyanohydride. 

COPYRIGHT: (C)1994,JPO&Japio 



BNSDOCID: <JP 4061 35935 A_AJ_> 



(i9)H^@#fF;T (jp) (12) ^ P # 1^ t2r $i (A) (um^ihm^Amm^^ 

#^¥6-135935 



(BDIntCl.^ 


W3m^ fr^Mm^n 


F I 




C 0 7 D 217/04 








A6 1K 31/47 


ADU 9360 -4C 






31/55 


9360 -4 C 






C 0 7D 217/16 








223/16 


B 








i 




M^^(DWS{± 14 H) M^M\zf^< 


<2i)miM#^ 


#^^-309:^9 




390011877 










(22)mill0 


4 ^(1992) 10 ^24 a 










(72)^P^# 
















{72) mmm 


Mm nm 














{72)mMm 


m:^ 














(72) ^§^^ 


mm m 











(54) mmo^^m mmtsii'y^u>mmi^^^u^(D^rm 



(57) mm 



mm -m,-^ 




0T-O-CH2 -O-S^^U, m«OXiSl<»^^ 

—319— 



BNSDOCID: <JP ^406135935A_„L> 



(2) 



|3|i6- 1 3 5 9 3 5 



[if 1 ] 




C I 5 



imMms] R'-mx.h^i^t!)i'^::^)im'e^^mMm 




CI n 



[0 0 04] 
[0 0 0 5] 

[<b3] 

.3 



[0 0 0 1] 

[0 0 0 2] 
[0 0 0 3] 




10 



R 

[ 0 0 0 6] {^^. RMi. 7K^M-TX!iT;V4^;i^ 

RMi. ?Y.mu=f'. RK R^ R^&u:RMSf5J— X 

IS^fd:oT7K^M-T. 7KmMXl5TJVn4^v'«, RMS 

.^-^MTXiS[tii^^vits^iig^&^t-^^^T;p^;i/ 

a? T;Pz3^>-:^;b7j^-;«XJS:^hU;i/g. ^fc. R 

ISOXlSlcDlr^^-ro ) T^sn^irM;^:^-:73^l/> 

[0 0 0 7] T.;i/^;PS<t LTis. .^^j'^^. xiF;]^ 
^, ^^nif;^^, ^^)\^m. x> 

[0 0 0 8] T;l/r2^5/MtbT«;>^ F4^5/S. XF4^ 
[0 0 0 9] ^LYu^yy )V^)V^t.\.-C\t.\LYu^y 
[0 0 10] T;V=2 4^>':^Jl/#x;«<hLT^S;>< F4^>- 

[0 0 11] ;*:^Hj«7>-fij^: (1) '^^•^t\^\^^m 

[0 0 12] 




50 



CI a) 



[0 0 13] i-^^. R^ R\ R^ R^ 

O-CH2 -O-aS^L. mfSOXISl (^1^^^ 



—320— 



BNSDOCID: <JP ^4061 35935 A_L.> 



(3) 



6-135935 




CI I ) 



[0 0 15] (^4^. R^ R^ R5, R«, 

0-CH2 -O-S^^L. m«0XJ3: 1 CD^^^ 

[0 0 16] 't'^^tiS^t^tj^^^ h^fc Hp:7^> 
(THF) ^r>^rzr^. vT>ib;^Ur>A* 



10 



[0 0 17] ±.^^Km\t.mmmm^^ffomm'^v 

[0 0 18] R^^um\z-Dy.>x\t.. wM<Dmm. 

[0 0 19] —m^ (I) x's.^ti^r)v^^-^f})v^:^ 

[0 0 2 0] 

[^b6] 




:00R 



[0 0 2 1] {^^. KK R2. R3. R^ R». R«, 
R'. ti_hfafC|nlD> ^fc, R'' iR'M^— ^rc:?^j:':3T- 
O- CH2 -O-g^^U, m^iO 1 ©iC^^ 
T= ) 

[0 0 2 2] T^^n^e^«^, ±i2-j!^^ (I a) 




R2, R3. R^ 

R'^ iiRMl— 



[0 0 2 5] 

R\ }3:±tHJ3NC. 
O" CH. -O-^^^L. mti 0 Xii 1 CO^^^ 
To ) 

[0 0 2 6] T?^Stl^^b'^«^> MiaYb-a-^ (lb) 
if^T/K^'fb U ^^i^TJV^ A^TMtc-T <5 C t J; 

[0 0 2 7] i^mm—m^ (1 c) T^^n^-ffc^t; 

— i^it (II) X^^ti^it^mt^^. (la), 

(I b) m(D'^^m^^mz'7mmm:'t^z.t.u<mm. 

[0 0 2 8] —m.-^ (I) x^-^n^it-^mxui^ i(o 
ffc-ErW^. -^isis: (II) T'^$n^^t:'&ia^m=i<D 

[0 0 2 9] ^fc. (I c) If^^tl^ 50 



C I b) 



TH^& ^ ii- ^ C i ic J: D # e> n ^ c 
[0 0 2 3] (I) xmi^n^it-^^XK^ti^}!. 

[0 0 24] 

[-fb7] 



C I c) 



^b-^^^T. R^ R5:d^7Kii^^T^§^b'^#i». —m.^ 

(II) TR^ R^:;5^>^,:< h^-5/S<^^b^tl^'ffl^JM^ 
^L, -^i^ (I) T^^tl'S'fb-^#J^#fctt. ^^JC 

[0 0 3 0] j;0#e.n?t-j^^ (I) 

n^'f[::'6'#?(^iLT#ijxJi. —m.-^ (I a) T^sn^fb 

C (1, 2, 3, 4-5^h^l:: Fn-6, T-v^h^^ 

1 -;^5^jwy^y u>-2-'f;i.-) y^;w 
^v>. ^^;v-6- c (2. 

3. 4, 5--T-b^t:Hn-7, 8-vp^b4^x-l- 
2 -^>XT-tftf >- 2 --f ;0 ':t-:7 

[0 0 3 1] ^.^B^C?>— ( I b) X^tEtl^it^m 
hVX\t.. 2-T^y (xN4^->;?3;i.;}^n;V) ^^}V~ 
6- C (1, 2, 3, 4-^K^t:Fn-6, 



—321- 



BNSDOCID: <JP 406135935A_I_> 



-6- C (2, 3, 4, 5 -y^h^t: Fn- 7, 8->^ 

;V) ^^JV] :^:7i^i->'. 2 -ray (xh^->:^7;V3j? 

-JV) ^^Jl-e- i (1, 2, 3, 4-5^h^t:FD 

-6, 7->^^ h^->- l-y^;^'1'v^/■J>-2~ 
/f^xW ;<5^;U-6-- C (1. 2, 3, 4-5^N^t:F 
n -f U>-2-'f Ji/) y^^-M :?-:7:5^v>\ 2- 
T5y (xFi^>^:^A'il^x;i/) y.5";p-6- c (i. 

2. 3, 4-^F^t: Fn-6-j?^ h^v'-fV^y U> 

i>^j^4^x.;v) y^;i/-6~ [ (i, 2, 3, 4— ^F 
^fcFn-6, 7-i^y h^y^ V4^y u > - 2 ~-f 
;0 y^;w ±y^vy. 2-T^y (xF^S/:^;]/^?? 
x;v) y^;l/-6- C (1, 2, 3, 4— xF-^bFn 
-5, 6, 7-Fuy F=^>--rv^yu>-2--r;i.) 
y^;w r?-^'^]^^. 2~r^y (xf^v;^;w^x 

;U> y^Jl'-e- C (5, 6. 7. 8-5=-F^fc:Fn- 
1, 3->?^^VD [4, 5 -g] -rvn^y U>-6- 
-I'iV) y^;!/] :^:7^i^>'. 2-T^y (xF4^iy:^;v 
7r?x;v) y^;i/-6- [ (6, 7-^^700-1, 2, 

3. 4 -5=- Fe^fc: Fn-f v^y u >- 2 -"f ;w y^ 
-ry^uy. 2-y%j (xF4^>':^?;l/d?xji/) y 

^;|/-6- id, 2, 3, 4 ~"5^F^t: Fn- 5, 6 

- y F ^ >- - 3 - y -r v ^ y u > - 2 - -r jI/) y 
r^^'i^'i^x 2-r^y (xf^->;^f;1'5I^x;1') 
y^;i/-6- C (1, 2, 3. 4--rF^t:Fn-6- 
y F4^v- 1 -y^ii'-r v^y 0>-2-'f .;^) yg^ 

iry^V>\ 2-T5y (x F^>':^;V^xjt-') y 
^;>-6- C (1, 2, 3. 4-^F^tFa-6, 8 

-vy F^>^- i-y5^;wv=^yu>'-2--^>iv) y 

C (1, 2, 3, 4-^F^t:FD-6, 
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H-NMR (CD3OD) : 1. 3 5 (d. 3 H, J = 
6. 6Hz) 2. 35-3. 2 (m, 4H), 3. 72 
(s, 3H) , 3, 75 (S, 3H) , 4. 74 (s, 

2 H) . 6. 5 7 (s, 1 H) , 6. 6 1 (s. 1 
H) , 7. 3-7. 9 (m, 6H) 

[0 0 4 9] mmm2) 2. 3. 4. B-T^h^tF 

t!>l. 8 0g. 2 -:f=:A-^;].- 6-t: FP^v^^A- 
i-y^U>l. 5 I sRrSmm2, 44g^THF5 0 

1. og&jDx.. 1 7Btr«msufco 

tC ^7 P n:?lN;VA 10 0ml IklS^M^ U >^A:?K^^ 1 0 

0ml ^Ja^tfttHLTt, «7K^ft:t-FU 

L. 6- C (2, 3, 4, 5"-7^h^bFn-7, 8- 
V^>^~ 1 ™.>^^;V-2-^>XTi?H>-2--l' 

mg^^ifc (J1X^2 2. 9%) o 
a? H-NMR (CDsOD) : 1. 5 1 (d. 3 H) , 
3. 71 (s, 3H), 3. 80 (s, 3H), 4. 7 

3 (s. 2 H) . 6. 5 9 (s, 1 H) , 6. 7 6 
(s, IH) , 7, 3-8. 0 (m, 6 H) 
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y^iP] -2-hFn^>'y^jv^:7:5?v> 

^ H-NMR (CD3OD) : 2, 77 (b s , 4 H) . 
3. 54 (s, 2H) , 3. 70 (s. 3 H) . 3, 7 
5 (s, 3 H> , 3. 7 9 (s, 2 H) , 4. 8 5 
(s. 2H), 6, 52 (s, IH). 6. 65 (s, 
1 H) , 7. 3 5 - 7. 6 5 (m, 2 H) , 7. 7 - 
8. 0 (m, 4H> 

[0 0 5 3] mmms) e- c (i, 2, 3, a-^ 

F^fc:Fn-5, 6, 7 - F U ^ F^i-'i' y^^ U >- 

2- 'i)V) -2-t FP4^>'';<^;^:^:7,^^•> 

P?-NMR (CDC I3 : CDaOD^^l : 3) : 2. 7 
50 2 (bs, 4H), 3. 53 (s, 2H), 3. 72 
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(s, 3H), 3. 78 (s, 3H), 3. 81 (s, 
3H), 4. 76 (s, 2H), 6. 35 (s, 1 
H) , 7. 3-7, 6 (m, 2 H) , 7. 6-7. 9 

(m, 4H) 

[0 0 5 4] mmm 6) e - c (6, 7 -i?^uu- 
1. 2, 3. 4 -5^ he? h Fn-f y^y u >- 2 

H-NMR: (CD3OD) : 2. 6-2. 9 (m, 4 
H) , 3 . 5 5 ( s , 2 H) , 3 . 7 9 ( s . 3 H) , 

4. 75 (s. 2H), 7. 08 (s, IH), 7. 2 
0 ( s , 1 H) . 7 . 3 5-7. 6 (m, 2 H) , 7 . 

6 5-7. 9 5 (m, 4 H) 

[0 0 5 5] C^mmi) 6-C(l, 2, 3, 4~T- 

N^bFn-D, 6 h^l^v'- 3 v^y 
U>-2-'f;0 -2-t: FD^>'j?<'^;P':t->' 

H-NMR (CDsOD) : 1. 1 9 (d, 3 H, J = 

5. 9Hz), 2. 35-3. 15 (m, 3H), 3. 

7 5 (s, 3H) , 3. 7 7 (s, 3 H) , 4. 7 4 
(s, 2 H) , 6. 5 8 <d. 1 H, J = 8. 6H 

z) , 6. 75 (d, IH, J=^8. 6Hz) , 7. 3 

5 - 7 . 6 0 (m, 2 H) , 7 . 6 5 - 7. 9 5 (m, 
4H) 

[0 0 5 6] mmm^) e-cci. 2, 3, 4-5" 
h^t Fn - 6 h^e^- 1 - v^y u>- 
2-^71/) ^^AO -2-t: Fn:^>'y^;v^y'37V> 
H-NMR (CDsOD) : 1. 3 1 (d. 3 H. J = 

6 . 6 H z ) , 2 . 3 - 3 . 2 {m, 4 H) , 3 . 6 8 
( s, 3H) , 4. 73 (s, 2H). 6. 5-6. 7 

5 (m, 2 H) , 6. 8 8 (d, 1 H, J =8. IH 
z ) , 7 . 3 - 7 . 5 5 (m, 2 H) , 7 . 5 5- 
7.8 5 (m, 4H) 

[0 0 5 7] (^MM9) 6 - ( (1, 2, 3, 4 -5=- 

h^tFn-6, 8-v^^ 1 -y^;!/^ v^-y 

U>-2-'f;V) -2-t:Fn4^v-yi^;i.:t-:7 

H-NMK : (CDCI3) :1. 30 (d, 3 H. J 
--6. 6Hz). 2. 3-3. 3 (m. 4 H) ,3.7 
2 (s, 3H) , 3. 77 (s, 3 H) , 6. 1-6. 
4 (m, 2H) . 7. 3-8. 0 (m. 6H) 

[0 0 5 8] mmm \ o) e- c d, 2, 3, 4- 

•T-h^t:HD-6, 7. 8- buy. h^^i^- 1 -y:^;^ 
-f y=^y u>-2--r;0 y:^;W -2-tFD^r>^^ 

H-NMR (CD3OD) : 1. 2 6 (d. 3 H. J = 

6 . 6 H z ) , 2 . 2 - 3 . 3 (m, 4 H) , 3 . 7 3 
( s . 3 ?I) , 3 . 7 6 ( s , 3 H) . 3 . 7 8 ( s . 

3H), 4. 75 (s, 2H), 6. 47 (s, 1 
H) , 7 . 2 5-7. 95 (m, 6 H) 

[0 0 5 9] mmmi i) 6- c (i-x^;v-i. 



(7) ^|#i|3|Z6- 1 3 5 9 3 5 

12 

2, 3, 4-5^h^hFD-6, 7 --J^h^l^^V^ 

yu >-2-'f;i/) :A^)V} - 2 - 1 Fn^^';^^Ji/:^- 

H-NMR (CDC I3) : 0. 9 6 (t. 3 H. J ^ 

7 . 6 H z ) , 1 . 5 - 2 . 0 (m, 2 H) , 2 . 3 - 

3. 3 5 (m. 4H) . 3. 4 7 (bt. 1 H) . 3. 

8 2 (s, 3H) , 3. 8 5 (s. 3 H) , 4. 8 2 
(s, 2H), 6. 52 (s, IH), 6. 59 (s, 

IH) , 7. 3-7. 9 (m, 6H) 

10 [0 0 6 0] mmmi 2)6-[(i, 2, 3, 4- 

5-F^t:FD- 1 -t:Fn^>';pC5^;j/~6, 7->?yF 
^>"fv=^yu>- 2 -<;!.) -2-tFn:^ 

H-NMR (C D C 1 3 ) : 2 , 2 - 3 , 4 (m, 4 
H) , 3 . 8 0 ( s , 3 H) , 3 . 8 6 ( s , 3 H) , 
3. 93 (s, 2H) , 4. 79 (s, 2 H) , 6. 5 
0 (s, IH), 6. 62 (s, IH), 7. 3-7. 

9 (m, 6H) 

[0 0 6 1] mmmi 3)6~c(i, 2, 3.4- 

^ T^-F^fciFn- 1 --f yyntf;!/- 6. 7--J::^h^ly 
-fv4^yu>-2 — t)V) -a-bFn^^v-pt 

H-NMR (CD C 1 3) : 0. 88 (d, 3 H, J = 
6. 6nz), 1. 0 7 (d. 3 n, J = 6. 6n 
z), 1. 65-2. 15 (m, IH), 2. 3-3. 
4 (m, 4 H) , 3. 8 3 (s, 3 H) , 3. 8 7 

is. 3H) , 4. 83 (s, 2H) , 6. 50 (s, 
IH), 6. 62 (s, IH), 7. 35-7. 9 

(m, 6H) 

30 [0 0 6 2] mmmi 4) mmmi^^^nfcQ - 

1(1, 2, 3, 4-5^F^t: Fn- 6. 7->^^h4^ 

1 -y:^;wv4^y u>-2--r;i/) -2 
-t: Fn4^->^^;V"^:73^l/>4. 5 0g^^nn:^;p 

A 3 0 Om 1 izmmV. m'\^:rMit'ryi^> 14. 0 g 

2-3jx;v-^;^-6- C (1, 2, 3, 4-5^F 

^tFo-6, 7-5>*y h4^>--i-y^;p-rv4^/u 

40 Zy-2--{}V) ^y^V'>2. 3 7gS#fc 

2. 9 %) o 

H-NMR (CDC I3) : 1. 4 1 (d, 3 H. J- 
6. 6Hz), 2. 4-3. 3 (m, 4H), 3. 82 

(s, 3H), 3. 85 (s, 3H), 6. 54 (s, 
IH) . 6. 60 (s, IH). 7. 55-8. 05 

(m, 5 H) , 8. 3 0 (s, 1 H) , 10. 13 

(s, IH) 

[0 0 6 3] mmmi 5) mmm2xmBnfc6- 

C (2, 3, 4, S-T^F'^tFD-?, 

50 v— 1 -:?^^;p-2-^>xriftf>'-2-'f ;i') 
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nu^)vi.. 8 0ml m^.^Mit-^y-^y i . 

L> 2-i^s}V^)V- C (2, 3, 4> 5-5^h^fc 
Hn - 7. 8 ->?;p^ h4=^>^- 1 ~^=^}V-2-^>Xy 

5. 7%) o 

H~NMR (CDC I3) : 3. 8 3 (S. 3 H) , 
3 . 9 0 ( s , 3 H) , 6 . 6 1 ( s , 1 H) , 6 . 7 
3 (s. IH) , 7. 5-8. 1 (m. 5 H) » 8. 3 
1 ( s , 1 H) , 10. 14 ( s , 1 H) 

[0 0 6 4] mmm i 6 ~ 2 4) mmm 1 4 t.nm\z. 
CO 0 6 53 (iiJi#Jii 6) 2 6 - 

C (1, 2, 3, 4-5^'h^l:: KP~6-.?t h^WV 

H-NMR (CDCls) :2. 65-3. 0 (m, 4 
H) , 3. 6 3 ( s , 2 H) , 3 . 7 7 ( s , 3 H) . 

3. 8 6 (s, 2 H) , 6. 5 5-7. 0 (m, 3 
H) , 7. 5 5 - 8. 0 5 (m. 5 H) , 8. 32 
(s,lH),10,13(s,lH) 

[ 0 0 6 6] mmmii) 2 e - 

C (1, 2, 3, 4-5"b^!::Kn-6, 
v-f V^y IJ>-2~'Y;]/) iry^vy 
H--NMR (CDC Is) : 2. 8 2 (bs, 4 H) . 
3. 60 (bs, 2H), 3, 78 (s, 3H). 3. 
8 4 ( s , 3 H) . 6 . 4 7 ( s , 1 H) , 6 . 6 1 

(s, IH), 7. 5-8. 1 (rn, 5 H) , 8. 3 1 

(s, IH) 10. 14 (3, IH) 

[ 0 0 6 7] (H^^MIS) 2 6 - 

C (6. 7-v^7nD-l, 2, 3, 4-5=-h'?tFn 

H~NMR (CDC 1 3) : 2. 6-3. 0 (m, 4 
H) , 3. 6 0 (bs, 2H) , 3. 8 6 (bs, 2 

H) „ 7. 0 6 (s, 1 H) , 7. 2 0 (s, 1 H) , 
7 . 5 - 8 . I (m, 5 H) , 8 . 3 3 ( s . 1 H) , 
10. 15 (s, 1 H) 

[ 0 0 6 8] (^M#«J 1 9) 2 6 - 

C (1, 2, 3, 4-^h^t:Ha-5. e-v'^^N^^ 
>'-3-;>t^;i.-fV:^yTj>-2-'i';i/) 

H-NMR (CDCI3) : 1. 22 (d, 3 H, J = 
6. 4Hz) , 2. 4 5-3. 3 (m. 3 H) , 3. 6 
3 (b s, 2 H) , 3. 8 3 { s , 6 H) , 6. 6 2 
(d, 1 H, J = 8. 3Hz) , 6. 74 (d, 1 H, 
J=8. 3Hz), 7. 55-8. 05 (m, 5H). 
8. 3 1 (s, IH) , 10. 14 (s, IH) 

[ 0 0 6 9] mmm 2 0) 2 - & - 



(8) ^^^3|ZL6-1 3 5 9 3 5 
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lil, 2, 3, 4-^h^t:Kn-6-;^h^v'-l 

-:^^)M'j^yvy~2-'i)V) i-y^uy 

H-NMR (CDCI 3) : 1. 3 9 (d, 3 H, J = 

6. 6Hz), 2. 45-3. 35 (m. 4H). 3. 

7 7 ( s , 3 H) , 6 . 5 - 6 . 8 (m, 2 H) , 6 . 

97 (d, IH, J = 8. 3Hz) , 7. 5-8. 05 

(m, 5 H) , 8, 2 8 (s, 1 H) , 10. 11 

(s, IH) 

[0 0 7 0] (^Ii^j2i) 2->j^;v^;i/-6- 

10 C (1, 2, 3, 4-5^h5bFn~6, 8~:>>^yh4^ 

y-i~:A^)V-^v^yuy-2~'i)U) i-y 

H-NMR (CDC 1 3) : 1. 3 2 (d, 3 H, J = 
6 . 4 H z ) , 2 . 3 - 3 , 5 (m, 4 H) , 3 , 7 5 
(s, 3H), 3. 79 (s, 3H), 6. 1-6. 4 
(m, 2H) , 7. 5-8. 1 (m, 5 H ) , 8. 3 1 
(s, 1 H) , 10. 1 4 (s, 1 H) 
[ 0 0 7 1] (^M^J2 2) 2 % - 

C (1, 2, 3, 4-^h5t:Fn-6. 7, 8-hU 
^ :^V^y-\~-:^^V^^V^/^)y-2--iM 5^5^ 
M -f-y^vy 

H-NMR (CD C 1 3) : 1 . 35 (d, 3 H, J = 
6. 6Hz) , 2. 3-3. 3 (m, 4 H) , 3. 8 6 

(s. 9n) , 6. 42 (s, IH), 7. 6~8. 1 

(m, 5H) , 1 0. 1 3 (s , 1 H) 

[ 0 0 7 2] (^3i#y2 3) 2":^A-^A--6- 

[(1. 2, 3, 4-5=-h'5'fc: HD~ 1 - t Fn^v'?^ 
7->?;<F=^v'-rV4^/U>-2— fJV) ^ 

^y9vy 

30 H-NMR (CDC 1 3> : 2. 2-3. 4 (m, 4 

H) , 3. 8 4 (s, 3H) , 3. 8 7 (s, 3 H) , 

4. 00 (s, 2H) , 6. 54 (s, 1 H) , 6. 6 

4 ( s , 1 H) , 7 , 5 - 8 . 1 (m. 5 H) , 8 . 3 

2 ( s , 1 H) , 10. 14 ( s , 1 H) 

[ 0 0 7 3] {mmm2A) 2 -7f^;^a;^- 6 - 

C (1. 2, 3, 4-5^F^t HP- 1 -f y':^nt!;l/ 
-6, 7-P:^h^-y-iv^y^)y-'2-'^)V):^^ 

m -d-y^vy 

H-NMR (CD C 1 3) : 0. 90 (d, 3 H, J = 
40 6. 6 Hz). 1. 09 (d, 3 H, J=6. 6H 
z) , 1. 7-2. 2 (m, 1 H) , 2. 3-3. 4 
(m, 4 H) , 3 . 8 4 ( s , 3 H) . 3 . 8 8 ( s , 

3 H> , 6. 5 1 (s, 1 H) , 6. 6 4 (s. 1 
H) , 7. 6-8, 1 (s, 5H) , 8. 32 (s, 1 
H) , 10. 14 (s, IH) 

[0 0 7 4] (^M#^J2 5) 1, 2, 3, 4-'xF^t: 

Fn^ y^./ u >i: 2, e>-i^i^}V^}V^y^V'y^'^ 

- C (1, 2, 3, 4-5^F5t:Fn-rv^yU>-2 
50 -^)V) iry^vy^mit. 
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H-NMR (CDCI3) :2. 65~3. 10 (m, 
4H), 3. 68 (s, 2H), 3. 86 (s, 2 
H) , 6. 8-7, 2 5 (m, 4H) , 7. 5 5- 8. 
0 5 (m, 5H) , 8. 3 1 (s, 1 H) , 10. 14 

(s, IH) 

[ 0 0 7 5] mmm2Q) 2 -7^A-^;t/- 6 - 

r (1. 2, 3, 4-:7^h^t Hn-6. 7 

->-i-><^;wy4^yu>-2-^.;v) iry 

^V>2, 3 2 g^THF4 OmUCj^^b. ^ICD^fg 
fC^r>^r:T7ic4 8m 1 S.t/^^v'r>"fl:::^U'>A2. 9 
0 gilit^bT>^:^T2, 3 2 g^:7fc2 5m U-?g0L 

/) i <1, 2, 3, 4-^h^tHn" 

6, 7->?^ -^5";v-rv4^7U>-2-'f 

H-NMR (CDC I3) : 1. 40 (d, 3 H, J = 

6. 6Hz), 2. 4-3. 25 (m. 4H). 3. 8 
2 (s, 3 H) , 3. 8 5 (s, 3H) , 5. 0 5 (b 
3, 1H),6. 53(s. 1H),6. 59(s. 1 
H) , 7 . 4 5 -8, 0 5 (ra, 6 H) 

[0 0 7 6] «M^2 7) mmmi 5T#&nrc6- 

i^)V^)V-2- C (2, 3, 4, 5-5^h^hFn- 

7, 8->^;< -;?<5^;i'-2-OXriftf> 
-2 — r;U) :^y^W>5 5 Omg^THF 1 
SmUc^j^L, CC0^a^tc:^iT>^r:r7Kl 8m 1 5^ 

t?^->r>^l:/jU^>A0. 9 gi:j^{t:T>^-T0. 7g 
> 1 0 Om 1 ^jnAT!fimbfc« mmm^^m^v. mm 

{i^T /) - [ (2, 3, 4, 5 

-^>xr'^\f.>-2-'iM ±y^u>4 0 

0 m g ^#7^0 

[0 0 7 7] (^^^2 8) 2-T^y (vT/) 
;l^~6~ L (1, 2, 3, 4 -T- h^t: Fn- 6, 7- 
h^v— 1 -P^9-A^V^y^J>-2--i)l) ><5F 
;V) ^>':$'l/>2. 0 g^2 6%:^^/X3^/-;i/^|]g 

2 0 0ml ^ux. i 7P#rHiMbf::f^. ;i 

(D^^M^B o'cxsmrmrnvTz. mBTK^M^m 
mv. si5i-ic^>if>i 0 omi &jip;t> mm^M^h 

C (1, 2. 3, 4-5"b^tFa-6, 7->^^h4^ 



(9) ^^^6-1 3 5 9 3 5 
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9V>2. 1 6 g^#fco 

H-NMR (CD3OD) : 1. 15 (t, 3 H» J = 
7Hz), 1. 37 <d, 3H, J=6. 6Hz), 

2. 4-3. 3 <m, 4H) , 3. 7 3 (s, 3 H) . 

3. 77 (s, 3H) , 4, 13 (q, 2 H, J 7 . 
IHz). 4. 70 (s, IH), 6. 59 (s. 1 
H) , 6. 6 3 (s. IH) , 7. 3 5-8, 0 (m, 
6H) 

[0 0 7 8] (^M^29) 2-r^J (v-ry) 

10 ;l-6- C (2, 3, 4, Fn™-7, 8- 

-J^ V^-y- l-;^9^;^-2-^>XTift!>-2-'f 
:^>'3'^'>4 0 0mg^2 6%*i^/X^ 

.7 -;i/?tlf^ 5 0ml JC^^b. ^^^T 1 7 l»#r«me b 
fco ^u^T;^(7)j^i^i?^^MJ±T»ib. ^^nn;t;;PA 
10 0ml S^3ax,/tc ^^^^M^TKS^-i-hU^ATK^ 
JgJCT^^^, b. 

^v:^;i/>J^x;v) ;?^^;v-6- C (2, 3, 4, 5—^^ 
^ h-^tHn- 7, ^--J:^Y^l^-\-:^^}V-2-^ 
>XT-iftf>-2 — r;V) ±7^V>3 5 0m 

g 

H-NMR (CDCI3) : 1. 20 (t, 3 H, J = 
7. 1 n z) , 1. 5 6 (d. 3 11, J = 7. 3 11 
z), 3. 82 (s, 3H), 3. 90 (s, 3H). 

4. 7 5 (s, 1 H) , 6. 5 9 (s, 1 H) , 6. 7 

1 ( s . 1 H) , 7 , 3 ~ 7 . 9 (m, 6 H) 

[0 0 7 9] «m^3 0) wmn Ax%^m^2- 

^ - C (1, 2, 3, 4-5^h^t:Fn- 
30 6, 7 F^>^- 1 -:;<5^;i/'f V4^/ 'J >-2--r 
^^JW :^:7,'57i,.->2. 3 2g^THF4 0mnc 

^^b, c:oi^^friir>^xr>!K4 8mi2feix>'r> 

fb^U^A2. 9 0 gtlt-fbT>^XT2. 3 2g^7K 

2 5ml (C^^bTira^fco rcOHi^&l^^-^^M K 5 0 r 

T4 of^TOi^bfco ;^v^^;i<7)Bc^£c?^ic--<>if>i o 
0ml ^ilDAT^&tabfc. ^^Ji^^^^ «7KJJ^i^:^F 

u^A) b. ^(i:>^m^m&-^mw^'^^^\z^m%fz. 

2 6 y—}vmm2 o om i (c^^ 

b, ^m^. ummwcrnvrcm. z.<DKit^m^ s ox: 

-tf > 1 0 0 m 1 ^MX. mm^m-r h u ^ix^mm.\zx 

^if^bfcc ^mm^m,m m-^mm^h^)oz^^ ?t> ^ 

;^ 5^ A ^ n V F :7 ^' -T^«I^M-r^ ^ t D 2 

-T^j (xF^5/:^7;^:^Hx;i/) ;;<^;u-6- C (1. 
2, 3, 4-7^F9t:Fn-6, 7->?>;F^->-1- 

2. 1 6 g^#^c imM7 7. 8%) o #^.n;fefb^ii^ 
®^M^*lTffi^i^M«^i2 8T#^n:^*><D^-B:bf::« 
5i? [0 0 8 0] (HM^S 1-4 2) ^jSS*3I1 6-2 
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m^ti^-WL^ (II) ^m.'^ti^it^m^my^^ -m. 

^ (I a) -^^^^^n:hit-^m^wmr^z,^is.<-m.'^ 

( 1 b) ^^Sn^'fb^iij&^figUfco 

[0 0 8 1] mmm^i) -z-r^/ {x.h^zyi:})v 

^^Ji^-e- C (1, 2, 3, 

H - N M R (C D C 1 3 ) : 1 . 2 0 ( t , 3 H, J = 
7 Hz), 2. 7-3. 1 (m, 4 H) , 3. 7 3 

(s. 2H), 3. 89 (s, 2H), 4. 16 (q» 
1 H, J = 7Hz), 4. 18 (q, 1 H, J=7H 
z), 4. 7 6 (s, IH) . 6. 8-7. 2 (m, 4 
H) , 7. 4-8. 0 (m, 6H) 

[0 0 8 2] (^»J3 2) iX.V^l^tsA- 
/t^zzjV) ^^f-A-a- C (1, 2, 3, 4-^h^t:F 

H-NMR (CDC Is) :1. 20 (t, 3H, J = 

7 H z ) , 2 . 6 - 3 . 0 (m, 4 H) , 3 . 6 0 
(s, 2H) , 3. 7 5 (s, 3H) , 3. 8 1 (s, 

2H) . 4. 1 5 (a. IH. J = 7Hz), 4. 1 7 

(q, 1 H, J = 7 H z) , 4. 7 4 (s, 1 H) , 

6 . 5 - 7 . 0 (m, 3 H) , 7 . 3 5-7. 9 (m. 
6H) 

[0 0 8 3] (^:^^3 3) 2-T^./ (x h^->;t;;i. 
^i^nji-) ;<5^;p-6- C (1, 2, 3, 4-p^h^tF 

D-6, 7 "v;^ h^^w y^^y u>-2--f;i/) 

H-NMR (CDsOD) : 1. 19 (t, 3 H. J = 

7. 3Hz) , 2. 82 (bs, 4 H) . 3. 59 (b 
5, 2H), 3. 7 5 (s, 3H), 3, 80 (s, 3 
H) , 3. 8 4 (s, 2 H) , 4. 16 (b q, 2 
H), 6. 52 ((s, IH). 6. 65 (s, 1 
H) , 7. 4-8. 0 (m, 6H) 

[0 0 8 4] (^:^M3 4) 2-T^/ {J^V^l^il))/ 
y.^;l.— 6- C (1. 2, 3, 4-^h5t:F 
n-5, 6. 7- h=¥>"f y^/U>-2-'1' 

;v) ^"^M ±y^u> 

H-NMR (CDC Is-CDsOD^l : 4) :1. 1 

8 (t, 3H, J = 7. IHz), 2. 76 (bs, 4 
H) , 3 . 5 6 ( s , 2 H) , 3 . 7 4 ( s , 3 H) . 
3. 7 9 (s, 3H) , 3. 8 2 (s, 3 H) , 4. 7 
3 (s, IH), 6. 39 (s, IH), 7. 4-8. 
0 (m, 6H) 

[0 0 8 5] mmms^y cch^i^^ji 

y^;i'-6- C (5, 6, 7, 8-5^h^t:H 
n-1, 3->^:^^vn [4, 5-g] <y^yu>- 
6- f .;i/) i-y^uy 

H-NMR (CDC l3-CD30D=2 : 3) :1, 2 
0 (t, 3H, J = 7. IHz), 2. 78 (bs, 4 
H) , 3. 5 6 (s, 2H) , 3. 8 1 (s, 2 H) , 



(10) it#§i¥^6- 1 3 5 9 3 5 
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4. 16 (q, 1 H, J =7, IHz), 4, 18 
(q, IH, 1 = 7. IHz). 5. 84 (s, 2 
H) , 6 , 4 3 ( s , 1 H) , 6 . 5 5 ( s , IB), 
7. 4-8, 0 (m, 6H) 

[0 0 8 6] (^MM3 6) 2-T5y (JLh^iytDl- 

Tt^^nji/) ^^}U~e~ C (6, 7 -pc^au- 1, 2, 
3, 4 h^t: Fn-f y4^y u >- 2 -'i-;^) 
M ^y^u> 

H-NMR (CDC l3-CD30D= 1 : 1) : 1. 1 
10 8 (t, 3H, 1 = 7, IHz), 2. 7 8 (bs, 4 
H) , 3. 5 7 (bs. 2H) , 3. 8 1 (bs, 2 
H) , 4. 15 (q, IH, J = 7, IHz), 4. 1 
6 (q. 1 H, J = 7. IHz). 4. 80 (s. 1 
H) 

[0 0 8 7] (^M^i3 7) Cilh^i^tDV 
y:^.;l.-6- C (1, 2, 3, 4-^h^t:H 
n-5, 6->?:>5 h^y-3-^^Jl'iV^/V>-2 

—uv) -f-y^vy 

H-NMR (CDCI3) : 1. 05-1. 4 (m, 6 
^ H) , 2. 4-3. 2 (m, 3 H) , 3. 7 6 (s, 3 

H) , 3. 8 0 <s, 3 H) , 4. 7 0 (b s, 1 
H) , 6. 5-6. 7 5 (m. 2 H) 
[0 0 8 8] mmmB) 2-T^y (Xh^->;^;i. 
#x;V) p<?.;i/-6~ C (1, 2, 3, 4"T-h^t:H 

n- 6 h^e^- 1 ~^5=^;wy=^/ u >- 2 --f 

H-NMR (CDC I3) : 1. 2 1 (t, 3 H, J = 
7. IHz), 1. 39 (d, 3 H, J = 6. 6H 
z ) , 2 . 4 - 3 . 3 (m. 4 H) , 3 . 7 8 ( s , 3 
30 H) , 4. 16 (q, 1 H, J = 7. IHz), 4. 1 
9 (q, , 1 H, J = 7. IHz), 4. 75 (s, 1 
H) , 6. 5 5-6. 8 (m, 2 H) . 6. 9 6 (d. 
IH) , 7. 3-7. 9 (m, 6 H) 

[0 0 8 9] mmmz'd) 2-T^y (xh^>-:^;i. 

>!^x;V) y:^A-6- C (1, 2, 3, 4-^h^t:F 
n-6, %-=J:^V^y~l-^'^)V'i^J^J^)y-2 

H-NMR (CD3OD) : 1. 1 8 (t, 3 H, J = 
7. IHz), 1. 27 (d, 3 H, J=-6. 4H 
40 z ) , 2 . 3-3.3 (m. 4 H) , 3 . 72 ( s , 3 
H) , 3. 7 6 (s, 3 H) , 4. 15 (b q, 2 
H) , 4. 7 2 (s. IH), 6, 2-6. 4 (m, 2 
H) , 7. 3-8. 0 (m. 6H) 

[0 0 9 0] (^J^^i4 0) 2-y5y {x.v^y%)'\^ 

i^-)V) - C (1, 2, 3, 4-^h^t:F 

n-6, 7, 8 - huy h^^v-- 1 -y^^;wv=^y 'J 
y-2-^)V) ^^)V\ -d-y^vy 

H-NMR (CDCI3) : 1. 20 (t, 3H, J = 
7. IHz), 1. 29 (d, 3 H . J = 6. 8H 
50 z) , 2. 3-3. 2 (m, 4 H) , 3. 8 4 (s, 9 
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H) , 4, 7 5 (s, 1 H) , 6. 4 2 (s, 1 H) , 

7 . 3 - 7 . 9 (m, 6 H) 

[0 0 9 1] mmmAi) (j:h^->t}jv 

Tj^nM ;<?^;i/-6- C (1, 2, 3, 4~^h^I::F 

/ u>- 2--i )\/) -^y-^vy 

H-NMR (CDC 1 s) : 1. 2 1 (t, 3 H, J = 
7. 1 Hz) , 3. 8 3 (s, 3H) , 3. 8 7 (s, 
3H), 4. 16 (q, IH, J = 7. IHz), 4. 

1 8 (q, 1 H, J = 7. 1 Hz) 

[0 0 9 2] mmm4t2) 2~T^/ (Xh^>^.:^;i/ 
2!^r:;0 6- C (2, 3, 4, 5-^N5^t:}^ 

□ -7, 8 h^'>- 1 ~;=<5F;l.~ 2 -^>XT^f 
tf>-2-'f;l/) :^-7 5^V> 

PI-NMR (CDC 1 5) : 1. 2 0 (t, 3 H, J = 
7. IHz), 1. 56 (d> 1 H, J = 7. 3H 
5!) , 3. 8 2 <s, 3H) , 3. 9 0 (s, 3 H) , 
4. 7 5 (s, IH) , 6. 5 9 (3, 1 H) , 6. 7 
1 (s, IH) , 7. 3-7. 9 (m, 6H) 

[0 0 9 3] mmmAZ} {x.h^i^ij)v 

:^^}V-^- C (1, 2, 3, 4-^h^tF 
n-6, 7-v>th^>^-i-^^;i/-^V4^yU>-2 
-fjP) :t~>'^W>2, llg^THF5 0ra 

-•^^7 7 Omg^jto^fco l^r^^^lOSj|i;M?C7j< 

0. 7 7m 1 ^THFlr^^LTjjP^rco '^V^^2<y% 

y^m{t^h'}^j^7mm^2. ^^mimxti. mmm^ 
^mmnh. 2- (i -7^7-2 -t fd^^v-x^ 

)V) -6- C (1, 2, 3, 4 --T-h^^b Fn- 6, 7 
iry^V>\. 17 g=^#7t (JM^6 1. 2 

%) . 

H-NMR (CD3OD) : 1. 4 0 (d, 3 H, J = 
6. 6Hz), 2. 45-3. 3 (m. 4H), 3. 7 
6 (s, 3H), 3. 79 (s, 3 H) , 4. 12 (d 
d. IH, J = 7- 8Hz. 4. 7H2) , 6. 6 1 

( s . 1 H) , 6 . 6 6 ( s , 1 H) , 7 . 2 5-7. 
6 5 (m» 2H) , 7. 3-7. 9 5 (m, 6 H) 

[0 0 9 4] (^M^4 4) ^M^J4 3-e^i^nfc:, 2 
- (1 - T ^ y - 2 - b F P^vX^Jl^) - 6- 

r (1, 2. 3, 4-5^ h-^t: Fd- 6, 7-i^>:h^ 
i^-1 -;<^Jl"1'y^y U>-2-i'.;i.) :^:7 

r^'^-vi. 0 B^2 s%m.m-:^^ j-)vmm\zmm 

1. Ig^lffCo 

[0 0 9 5] mmm4 5-59) ^ifij4 siiwiitt;- 
UT^M0if2 9:s:t;^3 1-4 2-cm^ti^it^m^m^^ 



(11) i^H^Fe- 1 3 5 9 3 5 

[0 0 9 6] (^MM4 5) 2 - (l-T5/-2h:F 
n^v-xe?";]/) - 6- C (2, 3, 4, S-irh^bF 
n-7, 8 F;^S>- 1 2-^>X*Tif 

h">-2-^;v) ±y^u> 

H-NMR (CDCI3 :C Da OD=l:l) :1. 5 
5 (d, 3 H, J = 7. IHz), 2. 4-2. 9 

(m, 2 H) , 3 . 7 6 ( s , 3 H) , 3 . 8 5 ( s . 
3H), 6, 60 (s. IH), 6. 78 (s. 1 
10 H) , 7. 3 - 7, 9 (m, 6 H) 

[0 0 9 7] (^MM46) 2- (l-T^y-2-b 
Fn^vX^;!/) -6- C (1, 2. 3, 4-iP-h^b 

HPf y^^y g>-2--r;0 y^no :^37:^v> 

H-NMR (CD3OD) : 2. 55-3. 0 (m, 4 
H) , 3 . 5 9 ( 2 H) , 3 . 7 7 ( s , 2 H) . 4 . 
0 - 4 . 2 5 (m, 1 H) , 6 . 7 5-7. 2 (ra, 4 
H) , 7 . 3 5 - 7 . 6 (m, 2 H) , 7 . 7 - 7 . 9 
5 (m, 4H) 

[0 0 9 8] (^M^i4 7) 2- (i-r^y-2-b 
^ Fo^^v-X^JP-) -6- C (1, 2, 3. 4-5^F^b 
Fn-6-;«t h^^WV^y U>~2--r;i.) 

H-NMR (CD5OD) : 2. 6-3, 0 (m, 4 
H) , 3. 5 7 (s, 2n) , 3. 7 2 <s, 3 H) , 
3. 8 1 (s, 2H) , 4, 16 (dd, 1 H, J = 
7. 8, 4. 6 Hz), 6. 5-6. 9 5 (m, 3 
H) , 7. 35-7. 65 (m, 2H), 7. 7-8. 

0 (m, 4H) 

[0 0 9 9] (^:^^J48) 2- (l-T^y-2-b 
Fn:^^v'X^;V) -6- C (1, 2, 3, 4-'7=-F^b 
Fn-6. 7 -i?^h^i^'iV^/V>-2-'i)l) 
±y^\y> 

H-NMR (CDC I3 : CD30D=1 : 6) : 2. 7 
8 (b s, 4H), 3. 72 (s, 3 H) , 3. 77 
( s , 3 H) , 4 . 0 - 4 . 2 5 (m, 1 H) , 6 . 5 

1 (s» IH). 6. 65 (s, 3H), 7. 3 5- 
7, 6 5 (m, 2H) , 7 . 3 5 - 8, 0 (m. 6 H) 

[0100] imMm49) 2- (l-Tay-2-b 
Fn^-^x-^;]/) -6 - C (1, 2, 3, 4-5^F^b 
^ Fn-5, 6. 7- FU;^ F^v'^y^^y U>-2--f 
)V) ±y^u> 

H-NMR (CD3OD) : 2. 7 0 (b s, 4 H) , 

3. 5 1 (b s, 2H) . 3. 6 9 is, 3 H) . 3. 
7 6 <s, 3 H) , 3. 7 9 (s, 3 H) , 4. 0- 

4. 2 5 (m, IH) . 6. 3 5 (s, 1 H) , 7. 3 
-7, 6 (m, 2H) , 7. 6 5-8. 0 <m, 4 H) 

[OiOI] (^M#^i50) 2- (i-Tay-2-b 
Fn^^v-X^Jl/) -6- C (5, 6, 7, 8— xF-^b 

Hp-1, 3-v:t^yn [4, 5-g] -fy^^yu^ 
50 -6 -'ill') j^^JV] ±y3^v> 
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H-NMR (CDC I3 : CD30D=1 : 3) : 2. 8 
0 (bs, 4H), 3, 57 (3, 2H). 3. 83 

(s, 2 H) , 4. 0 5-4. 3 (m. 1 H) , 5. 8 
6 <s, 2 H) , 6. 4 4 (3, 1 H) , 6. 5 6 

(5, 1 H) , 7. 4-7. 6 (m, 2 H) , 7. 7- 
7 . 9 5 (m, 4 H) 

[0102] (^MM51) 2- (l-T^y-2-t: 

Hn^i^x5^;V) -6- C (6, 7-v^pa--i, 
2. 3. 4-5^h'^t: U>-2 — f;l/) 

H~NMR (CDC I3 : CDaOD^-l : 2) : 2. 7 
8 (bs, 4H) , 3, 56 (bs, 2 H) , 3. 80 
(bs, 2H) . 4. 0-4. 2 5 (m, 1 H) , 7. 
0 4 (s, IH), 7. 18 (s, IH), 7. 3- 
7. 6 (m, 2H) , 7. 6 5- 7. 9 5 (m, 4 H) 

[0103] mmms2) 2- (i-Tay~2-t 

KD^->X^JV) -6 - C <1, 2, 3, 4~5^h^t: 

Fn™5, 6->?>^ ^^~>-3-^9^JWv^/u>- 
H-NMR (CDsOD) : 1. 2 0 (d. 3 H, J = 
6. 4 Hz) , 2. 4-3. 2 5 (m, 3 H) , 3. 7 
6 (s, 3 H) . 3. 7 8 (s, 3 H) , 6. 6 0 

(d, IH, J = 8. 6Hz) , 6. 77 (d, 1 H, 
J = 8. 6Il2) , 7. 35-8. 1 (m, 611) 

[0104] mMmSS) 2- (l~T5y~2-t 
Fa4^->X5^J1.) -6- [ (1, 2, 3. 4-^h^t: 
HD- 6 F4^$^- 1 -;^^;WV^/ U>- 2 - f 

H-NMR (CDaOD) : 1. 3 7 (d. 3 H, J = 
6. 6Hz), 2. 4-3. 3 (m, 4H), 3. 74 
(s. 3H) , 4. 0-4. 25 (m. 1 H) , 6. 5 
-7. 1 (m, 3H) , 7. 3-7. 9 5 (m, 6H) 

[0 105] m-mm^4) 2- (i-r^y-2-t: 

\<U^^yJL^)V) -6- C (1, 2. 3, 4-5^-h-^t: 
Ha-6, 8->?;^ h^>— 1 ->L^;t.-f y:^/U>- 
2"^;^) ±y^u> 

H-NMR (CDC I3 : CD30D=1 : 3) : 1. 2 
6 (d. 3 H, J = 6. 4Hz) , 2. 3 5-3. 3 

(m. 4 H) , 3 . 6 8 ( s , 3 H) , 3 . 7 4 ( s , 
3H) , 6. 2 5 (d, IH, J = 2. 3Hz) . 6. 
3 0 (d, IH, J-2. 3Hz) , 7, 3-7. 95 

(m, 6H) 

[0106] mmm^h) 2- (i-y5y-2-fc 

Kn4^->x^jV) -6- C (1. 2, 3, 4-5^h^b: 

H-NMR (CDaOD) : 1. 2 7 (d, 3 H, J = 
6 . 6 H z ) , 2 . 3 5-3. 2 5 (m, 4 H) , 3 . 
74 (s. 3H), 3. 77 (s, 3H), 3. 80 
(s. 3H) , 6. 52 (s, IH) , 7. 35-7. 



(12) #!li5F6- 1 3 5 9 3 5 

22 

9 (in, 6H) 

[0 107] (IIJiM56) 2- (l-T^V-2-t 

Fn^^^vx^^;!/) -6- C (i-x^;p-i, 2, 3, 
4-5=-h'5t: Fd- 6, 7->^>^ h^Wy^>^U>- 

2 — r;i) ir'J^Vy 

H-NMR (CD3OD) : 0- 9 0 (t, 3 H, J = 
7. 6Hz), 1. 5-2. 0 (m, 2H), 3. 74 
(s. 3H) , 3. 78 (s, 3H) , 4. 0-4. 2 
(m, 1 H) , 6. 5 6 (s. IH) . 6. 6 5 (s, 

10 IB) , 7. 3-7. 9 (m, 6H) 

[0108] mm,m^i) 2- (i-r^y-2-fc: 

Fn:^^v-x^;l.) -6- C (1, 2, 3, 4-^h^t: 
Fn - 1 - 1 Yu^ly^-^^ - 6, 1 -V:^ F^v"fV 

— f Jk) :^'^')V) 
H-NMR (CDsOD) :2. 2-3. 3 (m, 4 
H), 3. 75 (s, 3H), 3. 79 (s, 3H). 
A. 0-4. 2 5 (m, IH). 6. 6 9 (s, 2 
H) , 7. 3-8, 0 (m, 6H) 
[0109] (^MM58) 2- (l-r^/-2-b 
m ^U^%^X.^)V) -6- C (1, 2, 3, 4-5"h^t 
Fp- 1 - b Fn^v;p^^A— 6, 7-^>^F^WV 

^/u>--2 — r;^) -ry^uyi, oog& 

2 5%^^-x^y— ;^^?^ic^^L. vxymmm^ 2 

ctPiiUcMfJC-. ^^CDM^mi. 0 5g^#fco 
[Olio] (^M^f59) 2- (l-r^/-2-t 

Fn^>-X5^;i/) -6- C (1, 2, 3, 4-5"F^b 
Fn- 1 - f V^nif A— 6. 7 -i^;?^ F^^W V^/ 

H-NMR (CD3OD) : 0. 8 5 (d. 3 H. J = 
30 6. 6Hz), 1, 03 (d, 3H, J=6. 8H 
z ) , 1 . 9 (m, 1 H) , 2 . 3 - 3 . 3 (m, 4 
H) , 3 . 7 6 ( s , 3 H) , 3 . 8 1 ( s , 3 H) , 
4. 0-4. 25 (m, IH), 6. 55 (s, 1 
H) , 6 , 7 0 ( s . 1 H) , 7 . 3 - 7 . 9 (m, 6 
H) 

[0 111] mmm^ o) 2- (i-r^y-2-t 

Fn^^vx^^;!/) -6- C (i, 2, 3, 4-7^h^t 
Fn-6. 7->?;< F4^->- 1 -^5^>JW V4^/U>- 

2-'f;i/) >^;iO ±7^l-> 5 5 0mg^4 7 %.^<;fl: 
^ 7K^7KJ^r4*M. 1 0 Ot:7?2B#TO!^L.&o ^V^T^^ 

y-^-'^^mmmv. 2- (i -T^y-2-fc:Fn^ 

i^x,^)l) -6- C (1, 2, 3. 4-5^F^tFn- 

6. 7 -v^bt Fn^e--- 1 v^y y >- 2 

1. 2%) o 

H-NMR (CDsOD) : 1. 3 5 (d. 3 H, J = 
-330— 
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#i&3F6- 1 3 5 9 3 5 



6. 6H'z) , 
4. 2 5 (m, 

0 (s, 1 H) 
7 5-7. 9 5 
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2. 3-3. 2 (m, 4H) , 3. 4- 

6H). 6. 46 (s, IH), 6. 5 
, 7 . 3 - 7 . 7 5 (m, 2 H) , 7 . 
(m, 4H) 

[0 112] ^xv\z.':^mm\'c^mo^^mm^^^^n 

1. mmmm^ 

[0 113] (A^) s^^^X^ifa^iiML 12 10^ 
1 0 %^m}^M.m^^t^RPM 116 4 O^^^T 1 0 

mmikym 1 i: -^CO 2 m 1 ^i^^l^l^^ (F a 1 
con No. 205 4) IZ^mV. S%mm^:^rf{£ 
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10 



(Bi*) -v^^X^^MJS^MCo 1 on 2 6, b 

mrnrn^ l d - 1 ^fctit h#/K^s§pigiaiaA 549 

^ \ 0%TB&^ik?f^^t.^RPMI 1 6 4 0X}^MEM 
ig«IS-e5 X 1 O^iiM^/ml 0*i3^^/ml 
a:b> ^C02m 1 &^^M (Co s t e r No. 3 5 
12) Jcii^^U 5%^m:?fx#ftT, ^^:^X'f>^ 

^ ^i>iC> ;^ ^ 7t 15 >^ >^ ^"v'kX > F JC^^ U T 

aoA. 3fei|Wl-CD^#TT7 2^rH^^^Lfco ^W^. 

[0 114] 
[^1] 







ICbo 


























Coion26 
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DLD-1 


A549 


44 


0. 032 


0.032 


0. 031 


0. 065 


45 


0- 38 


0. 36 


0,41 


0.81 


46 


6. 06 


9. 77 


6. 06 


8. 09 


47 


0.55 


0,79 


0. 58 


1.22 


48 


0. SO 


a U 


0.20 


0. 42 


4 9 


LOO 


L 15 


0.82 


1.78 


5 0 


0* 30 


0.48 


0, 21 


0. 59 


5 1 


L39 


3.78 


1.66 


3*89 


5 2 


0. 38 


0.52 


0,41 


0. 84 


5 3 


0. 063 


0.147 


0.073 


0. 158 


5 4 


0.057 


O.lli 


0.132 


0, 072 


55 


G.054 


0. 047 


0.084 


0,110 


5 e 


0.44 


0.62 


D.50 


0. 88 


5 7 


0.14 


0.16 


0.13 


0. 31 


5 9 


3.17 10.6 


5.7 


11.1 


e 0 


0. 112 


0.0946 


0.21 


0.21 



[0 115] nm\-. ^:^M#^l> 14. 2 6^tK3 

Cso) 1 6. 2. 2 2. 0. 18. l^tK7. 

6 ST^-pT^. 



[0 116] 2. ^mmm^ 

CDF1'7^7> (8M^> M2 5~2 8g) 

'T'j7xejfiL^^ML 12 10^1 ^--mmnn\zMm\^ 
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6-135935 
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we e n 8 0 ic «T^^b^ii:f::^> ^mW^mzmM'^fc. 

]tmW^\^X. d ay 1 9 1 ^Bf^X.U9Bm 

m^^m (T) ^^ni^n^m (o ov^^xo^j^^ 



2& 

I L S (%) = (TXC - 1 ) X 1 0 0 

^(D^mm2\z7jKTmK>^^^rzo 

[0 117] 
[^2] 







(ing/kg) 


day 


IL£«> 






2 5 


1 - 8 


9 0 




dHg 2HC! 


2 5 


i - 5 


8 3 






e 0 


1-9 


10 4 


miMm^ 8 


2HCI 


5 0 


1 - 9 


e 5 



[0 1 1 81 ±:m\zummM:i^^^:^^m^m^nf^iti 

[0 119] 



(bl)Iot.CL = 

C 0 7 D 491/056 



7019-4 C 



F I 
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